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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The title compds . I [wherein XI = NMe, NH, or O; X2 = a single bond, NH, 
CONH, O, S, etc.; X3 and X4 = independently H or halo; Rl = H, alkyl, 
(un) substituted Ph, etc.; R2 = H, alkyl, alkenyl, etc.; R3 = 
alkanoylamino, aminoalkanoyl , aminoalkanoylamino, etc.; R4 = H or forming 
a ring with R3 ; R5 = H or alkyl; m = 1 or 2 ; n = 0 or 1] or salts thereof 
are prepared as tachykinin receptors (NK) antagonists. For example, the 
compound II was prepared in a multi-step synthesis. II showed antagonistic 
activity with IC50 of 0.9 nM against human NK1 . I are useful for the 
treatment of irritable bowel syndrome, pain, anxiety, obstructive 
bronchial diseases, headache, and vomiting (no data) . 

IT 841255-89-8P 841255-92-3P 841255-93-4P 
841255-94-5P 841255-95-6P 841255-96-7P 
841255-97-8P 841256-39-1P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP "(Preparation) ; USES 
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CN Acetamide, N- [4- [4- (acetylamino) -4 -phenyl -1-piperidinyl] -2- (3 , 4- 

dichlorophenyl) -2- [ [ [ (diphenylmethyl) amino] carbonyl] methyl amino] butyl] -2,2- 
dif luoro-N-methyl- , monohydrochloride (9CI) (CA INDEX NAME) 




NHAc 
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RN 841255-92-3 CAPLUS 

CN 4-Piperidinecarboxamide, 1- [4- (3 , 4-dichlorophenyl) -4- 
[methyl [ (phenylamino) carbonyl] amino] -5- [(3,4,5- 

trimethoxyphenyl)methoxy]pentyl] -4-phenyl- (9CI) (CA INDEX NAME) 
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RN 841255-93-4 CAPLUS 

CN Carbamic acid, [3- [4- (aminocarbonyl ) -4 -phenyl -1-piperidinyl] -1- (3,4- 

dichlorophenyl) -1- [ [methyl (3 , 4 , 5-trimethoxybenzoyl) amino] methyl] propyl] met 
hyl-, phenyl ester, monohydrochloride (9CI) (CA INDEX NAME) 



10/566,252 



0 Me OMe 




CI 



• HC1 

RN 841255-94-5 CAPLUS 

CN Carbamic acid, [4- [4- (aminocarbonyl) -4 -phenyl -1-piperidinyl] -1- (3,4- 

dichlorophenyl) -1- [ [ (3 , 4 , 5- trimethoxyphenyl) me thoxy] methyl] butyl] methyl- , 
phenyl ester, monohydrochloride (9CI) (CA INDEX NAME) 




Ph C- NH 2 



O 



• HC1 

RN 841255-95-6 CAPLUS 

CN 4-Piperidinecarboxamide, 1- [4- (3 , 4 -dichlorophenyl) -4- (dimethylamino) -5- 

[methyl [ (3 , 4 , 5 -trimethoxyphenyl) methyl] amino] pentyl] -4-phenyl- (9CI) (CA 
INDEX NAME) 



10/566,252 



CI OMe 




Ph C-NH2 



0 

RN 841255-96-7 CAPLUS 

CN 4-Piperidinecarboxamide, 1- [4- (3 , 4 -dichlorophenyl) -4- (dimethyl ami no) -5- 
[ (3, 4 # 5-trimethoxybenzoyl) amino] pentyl] -4 -phenyl- (9CI) (CA INDEX NAME) 



CI OMe 




Ph C— NH2 



0 

RN 841255-97-8 CAPLUS 

CN 4-Piperidinecarboxamide, 1- [3-amino-3- (3 , 4 -dichlorophenyl) -4- [ (3,4,5- 
trimethoxyphenyDmethoxy] butyl] -4 -phenyl- (9CI) (CA INDEX NAME) 
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CN Carbamic acid, [ (IS) -4- [4- (aminocarbonyl) -4-phenyl-l-piperidinyl] -1- (3,4- 
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dichlorophenyl) -1- [ [methyl (trif luoroacetyl) amino] methyl] butyl] methyl - , 
phenyl ester, monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 



CI 




• HCl 



O 



IT 841257-84-9P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of (piperidylalkyl) benzylamine derivs . as 
tachykinin receptors antagonists) 
RN 841257-84-9 CAPLUS 

CN Carbamic acid, [ (IS) -4- [4- (aminocarbonyl) -4-phenyl-l-piperidinyl] -1- (3,4- 
dichlorophenyl) -1- [ [methyl (trif luoroacetyl) amino] methyl] butyl] methyl- , 
phenyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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